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Example 2g2 



N-(5-chloro(2-pyridyI)){6-[(4-cyanophenyl)carbonylamino]-3- 
5 hydroxyphenyl} carboxamide 



OH 



NC 




CI 



o 



To a suspension of compound N-(5-chloro(2-pyridyl)){2-[(4-cyanophenyl)- 
carbonylamino]-5-methoxyphenyl}carboxamide (500mg, 1.2mmol) in DCM (lOOmL) 

10 at-78°C was added BBr 3 (2mL). The mixture was stirred at ambient temperatures for 
72 hours. The solid was collected by filtration and was washed by DCM and water, 
dried under vacuum. The filtrate was concentrated and extracted with EtOAc. The 
organic extract was washed with brine, dried and evaporated. The resulting solid was 
combined with the solid obtained from filtration to give the title compound. Total 

15 yield is 90% (430mg). MS found for C 20 H 13 ClN 4 O 3 (M+H) + : 393.0. 

Example 2§3 

ethyl 2-{3-[N«(5-chloro(2-pyridyI))carbamoyl]-4-[(4- 
20 cyanophenyl)carbonylamino]-phenoxy} acetate 




o 

To a mixture of compound N-(5-chloro(2-pyridyl)){6-[(4-cyanophenyl)- 
carbonylamino]-3-hydroxyphenyl}carboxamide (50mg, 0.13mmol) and Cs 2 C0 3 



WO 01/19788 



PCT/US00/25196 



166 

(83mg, 0.25mmol) in DMF (lmL) at room temperature was added ethyl bromoacetate 
(15|iL, 0.13mmol). The mixture was stirred for 1 hour before diluted with EtOAc 
(20mL) and water (lOmL). The organic layer was washed with brine dried and 
evaporated to give 70mg of the crude compound, which was used without farther 
5 purification. MS found for C 24 H 19 C1N 4 0 5 (M+H) + : 479.0. 

Example 284 

methyl 2-[4-({4-[(dimethylamino)iminomethyl]phenyl}carbonylamino)-3-[N-(5- 
1 0 ch!oro(2-pyridyl))carbamoyI]phenoxy] acetate 



15 



20 




y ^Or" XX C , 



The title compound was obtained according to the procedure described Example 263. 
MS found for C 25 H 24 C1N 5 0 5 (M+H) + : 510.1. 

Example 235 

(6-{[4-(amino(hydroxyimino)methyl)phenyI]carbonylamino}-3-hydroxyphenyl)- 
N-(5-chloro(2-pyridyI))carboxamide 




CI 



o 



The title compound was obtained according to the procedure described in Example 
270. MS found for C 20 H 16 ClN 5 O 4 (M+Na) + : 448.0. 
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Example 236 

4-(N-{2-[N-(5-chIoro(2-pyridyl))carbamoyl]-4-hydroxyphenyl}carbamoyl)- 
benzenecarboxamidine 

5 



OH 




O 



The title compound was obtained according to the procedure described in Example 
282. MS found for C 20 H 16 ClN 5 O 3 (M+H) + : 410.1. 

10 Ex ample 2 g7 

4-(T^-{2-[N-(5-chloro(2-pyridyl))carbamoyl]-4-hydroxyphenyI}carbamoyl)- 
benzenecarboxamidine 




O 

15 

To a solution of Example 284 (lOmg) in MeOH (lmL) was added 50jj,L of IN aq. 
LiOH solution. The mixture was stirred for 1 hour and purified by RP-HPLC to give 
the title compound. MS found for C 24 H 22 C1N 5 0 5 (M+H) + : 496. 

20 Without further description, it is believed that one of ordinary skill in the art can, 

using the preceding description and the illustrative examples, make and utilize the 
compounds of the present invention and practice the claimed methods. It should be 
understood that the foregoing discussion and examples merely present a detailed description 
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of certain preferred embodiments. It will be apparent to those of ordinary skill in the art 
that various modifications and equivalents can be made without departing from the spirit 
and scope of the invention. All the patents, journal articles and other documents discussed 
or cited above are herein incorporated by reference. 
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WHAT IS CLAIMED R : 

1 . A compound of the following formula : 

A-Q-D-E-G-J-X 

wherein: 
5 A is selected from: 

(a) C,-C 6 -alkyl; 



(b) C 3 -C 8 -cycloalkyl; 

10 (c) -N(R\R 2 ), N(R\R 2 )-C(=NR 3 )-, N(R\R 2 )-C(=NR 3 )-N(R 4 )-, R 1 - 

C(=NR 3 )-, R l -C(=NR 3 )-N(R 4 )-; 



(d) phenyl, which is independently substituted with 0-2 R substitutuents; 

1 5 (e) naphthyl, which is independently substituted with 0-2 R substitutuents; 

and 

a monocyclic or fused bicyclic heterocyclic ring system having from 5 
to 10 ring atoms, wherein 1-4 ring atoms of the ring system are 
selected from N, O and S, and wherein the ring system may be 
20 substituted with 0-2 R substitutuents; 



R is selected from: 

H, halo, -CN, -C0 2 R\ -C(=0)-N(R ] , R 2 ), -(CH 2 ) m -C0 2 R ! , -(CH 2 ) m - 
C(=0)-N(R\ R 2 ), -N0 2 , -S0 2 N(R\ R 2 ), -S0 2 R', -(CH^NR'R 2 , -(CH 2 ) m - 

25 C(=NR 3 )-R\ -(CH 2 ) m -C(=NR 3 )-N(R 1 ,R 2 ), -(CH 2 ) m -N(R 4 )-C(=NR 3 )-N(R , ,R 2 ), - 

(CH 2 ) m NR 1 - group appended to a 3 to 6 membered heterocyclic ring containing 
from 1-4 heteroatoms selected from N, O and S, -C^alkyl, -C 2 _ 6 alkenyl, -C 2 _ 
6 alkynyl, -C 3 . 8 cycloalkyl, -C 0 ^alkylC 3 . g cycloalkyl, -CF 3 , -OR 2 , and a 5-6 
membered heterocyclic system containing from 1 -4 heteroatoms selected from 

30 N, O and S, wherein from 1-4 hydrogen atoms on the heterocyclic system may 

be independently replaced with a member selected from the group consisting 
of halo, -C,-C 4 -alkyl, -C^alkyl-CN, -C 2 _ 6 alkenyl, -C 2 . 6 alkynyl, -C 3 . 8 cycloalkyl, 
-C 0 . 4 alkylC 3 _ 8 cycloalkyl and -N0 2 ; 
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m is an integer of 0-2; 

R 1 , R 2 , R 3 and R 4 are independently selected from the group consisting of: 

H, -OR 5 , -N(-R 5 , -R 6 ), -C^alkyl, -C 2 _ 6 alkenyl, -C 2 _ 6 alkynyl, -C 3 . 8 cycloalkyl, 
5 -C (M alkylC 3 . 8 cycloalkyl, -C^alkylphenyl and -C^alkylnaphthyl, wherein from 

1-4 hydrogen atoms on the ring atoms of the phenyl and naphthyl moieties 
may be independently replaced with a member selected from the group 
consisting of halo, -C^alkyl, -C 2 „ 6 alkenyl, -C 2 . 6 alkynyl, -C 3 . 8 cycloalkyl, 
-C 0 _ 4 alkylC 3 . 8 cycloalkyl, -CN, and -N0 2 ; or 

10 

R 1 and R 2 , or R 2 and R 3 taken together can form a 3-8 membered cycloalkyl or 
a heterocyclic ring system, wherein the heterocyclic ring system may have 
from 3 to 10 ring atoms, with 1 to 2 rings being in the ring system and contain 
from 1-4 heteroatoms selected from N, O and S, wherein from 1-4 hydrogen 
15 atoms on the heterocyclic ring system may be independently replaced with a 

member selected from the group consisting of halo, C,-C 4 -alkyl, -CN -C,_ 
4 alkyl, -C^alkenyl, -C 2 . 6 alkynyl, -C 3 , 8 cycloalkyl, -C (M alkylC 3 _ 8 cycloalkyl and - 
N0 2 ; 

20 R 5 and R 6 are independently selected from the group consisting of: 

H, -C^alkyl, -C 2 „ 6 alkenyl, -C 2 „ 6 alkynyl, -C 3 . 8 cycloalkyl, -C 0 ^alkylC 3 . 
8 cycloalkyl, -C 0 ^alkylphenyl and -C 0 ^alkylnaphthyl, wherein from 1-4 
hydrogen atoms on the ring atoms of the phenyl and naphthyl moieties may be 
independently replaced with a member selected from the group consisting of 

25 halo, -C^alkyl, -C 2 . 6 alkenyl, -C 2 _ 6 alkynyl, -C 3 . 8 cycloalkyl, -C 0 _4alkylC 3 . 

8 cycloalkyl, -CN, and -N0 2 ; or 

R 5 and R 6 taken together can form a 3-8 membered cycloalkyl or a 
heterocyclic ring system, wherein the heterocyclic ring system may have from 
30 3 to 10 ring atoms, with 1 to 2 rings being in the ring system and contain from 

1-4 heteroatoms selected from N, O and S, wherein from 1-4 hydrogen atoms 
on the heterocyclic ring system may be independently replaced with a member 
selected from the group consisting of halo, -C,-C 4 -alkyl, -CN -C^alkyl, -C 2 _ 
6 alkenyl, -C 2 . 6 alkynyl, -C 3 _ 8 cycloalkyl, -C 0 . 4 alkylC 3 . 8 cycloalkyl and -N0 2 ; 



35 



WO 01/19788 



PCT/US00/25196 



171 

Q is a member selected from the group consisting of: 

a direct link, -CH 2 -, -C(=0)-, -O, -N(R 7 )-, -N(R 7 )CH 2 -, - CH 2 N(R 7 ) - 
C(=NR 7 )-, -C(=0)-N(R 7 )-, -N(R 7 )-C(=0)-, -S-, -SO-, -S0 2 -, -S0 2 -N(R 7 )- and- 
N(R 7 )-S0 2 -; 
5 R 7 is selected from: 

H, -C^alkyl, -C 2 _ 6 alkenyl, -C 2 _ 6 alkynyl, -C 3 . g cycloalkyl, -C (M alkyIC 3 . 
8 cycloalkyl, -Chalky Iphenyl and -Co^alkylnaphthyl, wherein from 1-4 
hydrogen atoms on the ring atoms of the phenyl and naphthyl moieties may be 
independently replaced with a member selected from the group consisting of 
10 halo, -C^alkyl, -C 2 . 6 alkenyl, -C 2 . 6 alkynyl, -C 3 _ 8 cycloalkyl, -C 0 ^alkylC 3 . 

8 cycloalkyl, -CN, and -N0 2 ; 



D is a direct link or is a member selected from the group consisting of: 

(a) phenyl, which is independently substituted with 0-2 R la substitutuents; 
15 (b) naphthyl, which is independently substituted with 0-2 R !a 

substitutuents; and 

(c) a monocyclic or fused bicyclic heterocyclic ring system having from 5 
to 10 ring atoms, wherein 1-4 ring atoms of the ring system are 
selected from N, O and S, and wherein the ring system may be 
20 subsituted from 0-2 R la substitutuents; 



R la is selected from: 

halo, -C,^alkyl, -C 2 . 6 alkenyl, -C 2 . 6 alkynyl, -C 3 . 8 cycloalkyl, -C 0 ^alkylC 3 . 
8 cycloalkyl, -CN, -N0 2 , -(CH 2 ) n NR 2a R 3a , -(CH 2 ) n C0 2 R 2a , -(CH 2 ) n CONR 2a R 3a , 

25 -S0 2 NR 2a R 3a , -S0 2 R 2a , -CF 3 , -OR 2a , and a 5-6 membered aromatic heterocyclic 

system containing from 1-4 heteroatoms selected from N, O and S, wherein 
from 1-4 hydrogen atoms on the aromatic heterocyclic system may be 
independently replaced with a member selected from the group consisting of 
halo, -C^alkyl, -C 2 . 6 alkenyl, -C 2 . 6 alkynyl, -C 3 . 8 cycloalkyl, -C 0 ^alkylC 3 . 

30 8 cycloalkyl, -CN and -N0 2; 

R 2a and R 3a are independently selected from the group consisting of: 

H, -C^alkyl, -C 2 _ 6 alkenyl, -C 2 . 6 alkynyl, -C 3 . 8 cycloalkyl, -C 0 ^alkylC 3 . 
8 cycloalkyl, -C 0 ^alkylphenyl and -C 0 ^alkylnaphthyl, wherein from 1-4 
35 hydrogen atoms on the ring atoms of the phenyl and naphthyl moieties may be 
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independently replaced with a member selected from the group consisting of 
halo, -C^alkyl, -C 2 . 6 alkenyl, -C 2 _ 6 alkynyl, -C 3 _ 8 cycloalkyl, -C 0 ^alkylC 3 . 
8 cycloalkyl, -CN and -N0 2 ; 

5 n is an integer of 0-2; 

E is a direct link or a member selected from the group consisting of: 

-C^-alkyl-, -O-, -S-, -SO-, -S0 2 -, -Co_,-alkyl-C(=0), -Co. r alkyl-C(=0)-N(-R 8 )- 
C 0 . r alkyl-, -C 0 _ r alkyl-N(-R 8 )-C(=O)-C 0 . 1 -alkyl-, -N(-R 8 )-C(=0)-N(-R 8 )- and 
10 -C 0 _ r alkyl-N(-R 8 )-; 

R 8 is a member selected from the group consisting of: 

H; -C,_4-alkyl; -C^-alkylaryl; -C^-alkyl-heteroaryl; -C^-alkyl-C(=0)-OH, 
-C^-alkyl-C(=0)-0-C^-alkyl, and -C^-alkyl-C(=0)-N(-R 2b , -R 3b ); 

15 

R 2b and R 3b are each a member independently selected from the group consisting of: 
H, -C,_4-alkyl, -C^-alkyl-aryl; -C^-alkyl-heterocyclic group, and R 2b and R 3b 
together with the N atom to which they are attached can form a 5-8 membered 
heterocyclic ring containing 1-4 heteroatoms selected from N, O and S, 
20 wherein the heterocyclic ring may be substituted with 0-2 R lc groups; 

R lc is a member selected from the group consisting of: 

Halo; -C^-alkyl; -CN, -N0 2 ; -C(=0)-N(-R 2c , -R 3c ); -C(=0)-OR 2c ; 
-(CH 2 ) q -N(-R 2c , -R 3c ); -S0 2 -N(-R 2c , -R 3c ); -S0 2 R 2c ; -CF 3 and -(CH 2 ) q -OR 2c ; 



25 



30 



R 2c and R 3c are each independently a member selected from the group consisting of: 
H; -C,_4-alkyl and -C^-alkyl-aryl; 

q is an integer of 0-2; 

G is a member selected from the group consisting of: 

(a) C 2 -alkenyl or C 3 . 8 -cycloalkenyl, wherein the alkenyl and cycloalkenyl 
attachment points are the alkenyl carbon atoms and wherein the -C 2 - 
alkenyl or -C 3 . 8 -cycloalkenyl are substituted with 0-4 R ld groups; 



35 
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(b) a phenylene group wherein the ring carbon atoms of the phenylene 
group are substituted with 0-4 R ld groups; 

(c) a 3-8 membered a saturated, partially unsaturated or aromatic 

5 monocyclic- heterocyclic ring system containing 1-4 heteroatoms 

selected from N, O and S, wherein 0-2 ring atoms of the heterocyclic 
ring may be substituted with 0-4 R ld groups; and, 

(d) an 8-10 membered fused heterocyclic bicyclic ring system, containing 
1-4 heteroatoms selected from N, O and S, wherein 0-2 ring atoms of 

10 the fused bicyclic ring system may be substituted with 0-4 R ld groups; 

R ld is a member selected from the group consisting of: 

H, halo; C,. 6 -alkyl, carbocylic aryl, -CN; -N0 2 ; -(CH 2 ) 0 _ 6 -NR 2d R 3d ; 
-S0 2 NR 2d R 3d ; -S0 2 R 2d ; -CF 3 ; -(CH 2 )o_ 6 -OR 2d ; -O-CCH^OR 2 **; -0-(CH 2 ) N 
15 6 -C(=0)-0-R 2d ; 

-0-(CH 2 ) 1 . 6 -C(=0)-N(R 2d ,R 3d ); -NCR^-CCH,),.^^; 
-N^O-CCH,)^,^ 2 ^); -C(=0)-N(R 2d ,R 3d ); 

-N(R 5a )-(CH 2 )^-Q^ -NCR^-CCH^^^OR 241 ; 
-N(R 5a )-C(=0)-R 2d ; -N(R 5a )-S0 2 -R 2d ; -(CH 2 )o. 6 -C(=0)-0-R 2d ; -(CH 2 ) 0 . 

20 6 -C(=0)-N(R 2d ,R 3d ); -(CH 2 ) 0 . 6 -C(=NR 2d )-N(R 3d ,R 4d ); -(CH 2 ) 0 _ 6 - 

N(R 5a )C(=NR 2d )-N(R 3d ,R 4d ); a -(CH 2 ) 0 „ 6 -N(R 3d )C 5 . 6 membered saturated, 
partially unsaturated or aromatic heterocyclic ring containing 1-4 heteroatoms 
selected from N, O and S, and a -(CH 2 ) 0 . 6 -5-6 membered saturated, partially 
unsaturated or aromatic heterocyclic ring containing 1-4 heteroatoms selected 

25 from N, O and S; 

R 5a , R 2d , R 3d and R 4d are each independently a member selected from the group 
consisting of: 

H, C^-alkyl and C^-alkylaryl, -CN; -N0 2 ; carbocylic aryl, -CN; -N0 2 ; or 

30 

R 2d and R 3d taken together with the N atoms they are independently attached 
form a 5-7 membered saturated, partially unsaturated or aromatic heterocyclic 
ring; or 
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R 3d and R 4d taken together with the N atom to which they are attached form a 

5- 8 membered saturated, partially unsaturated or aromatic heterocyclic ring 
containing 1-4 heteroatoms selected from N, O and S; 

5 J is a direct link or is a member selected from the group consisting of: 

-N(-R 9 )-C(=0)-; -C(=0)-N(-R 9 )-; -O-; -S-; -SO-; -S0 2 -; -CH 2 -; -N(-R 9 )-; and 
-N(-R 9 )-S0 2 -; 

R 9 is a member selected from the group consisting of: 
10 H; -Cj^-alkyl; -C 0 ^-alkyl-carbocyclic aryl; -(CH 2 ) 0 ^-5-6 membered saturated, 

partially unsaturated or aromatic heterocyclic ring containing 1-4 heteroatoms 
selected from N, O and S; -(CH 2 ),_ 6 -C(=0)-0-C M -alkyl; and -(CH 2 ) N 

6 - C(=0)-N(R 6a ,R 6b ); 

15 R 6a and R 6 * are each a member independently selected from the group consisting of: 
H and -C^-alkyl; 

X is a member selected from the group consisting of: 
(a) phenyl substituted with 0-3 R le groups; 



20 



25 



(b) naphthyl substituted with 0-3 R le groups and 

(c) a 6-membered aromatic heterocyclic ring system containing 1-3 N 
atoms and having 0-3 ring atoms substituted with 0-3 R lc groups; and 

(d) an 8-10 membered fused aromatic heterocyclic bicyclic ring system 
containing 1-4 heteroatoms selected from N, O and S and 0-3 ring 
atoms of the fused heterocyclic bicyclic ring system are substituted 
with 0-3 R lc groups; 



30 



R ,e is a member independently selected from the group consisting of: 

Halo; CF 3 ; -C^-alkyl; carbocyclic aryl; -C 0 . 2 -alkyl-CN; -0-R 2e ; 
-C 0 _ 2 -alkyl-C(=O)-O-R 2e ; -C 0 _ 2 - alkyl-C(=0)-N(R 2e , R 3e ); -C 0 „ 2 -alkyl-NO 2 
-C 0 . 2 -alkyl-N(R 2e , R 3e ); -C 0 . 2 -alkyl-SO 2 -N(R 2e , R 3e ); -C 0 _ 2 -alkyl-SO 2 -R 2e ; 
35 trihaloalkyl; -O-C 02 -alkyl-O-R 2e ; -Co. 2 -alkyl-0-R 2e ; -O-C^-alkyl- 
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C(=0)-N(R 2e , R 3e ); -0-C M -alkyl-C(=0)-0-R 2e ; -C 0 . 2 -alkyl-N(R 2e )-C(=O)-R 3e ; 
-Co_ 2 -alkyl-N(-R 2e )-S0 2 -R 3e ;-CH 2 -N(R 2e )-C(=0)-R 3e ;-CH 2 -N(R 2e )-S0 2 -R 3e ; 
-(CH 2 ) 0 „ 6 -NR 2e R 3e ; -C(=0)-N(R 2e ,R 3e ); -N(-(CH 2 ) 1 . 6 -OR 2e ) 2 ; -N^MCH^. 
6 -OR 2c ; -N(R 10 )-C(=O)-R 2e ; -N(R 10 )-SO 2 -R 2e ; -C(=N(R 10 ))-N(R 2e ,R 3e ); and a 
5 -(CH 2 ) 0 _ 6 -5-6 membered saturated, partially unsaturated or aromatic 

heterocyclic ring containing 1-4 heteroatoms selected from N, O and S; 

R 10 , R 2e and R 3e are each independently a member selected from the group consisting 
of: 

H; -C^-alkyl; -C 0 . 2 -alkyl-O-R lg ; -C 0 _ 2 -alkyl-N(-R lg , -R 28 );-C,_ 
4 -alkyl-carbocyclic aryl; -C^-alkyl-heterocyclic; and R 10 and R 2e , or R 2e and 
R 3e together with the N atom to which they are attached can form 5-8 
membered heterocyclic ring containing 1-4 heteroatoms selected from N, O 
and S which can be substituted with 0-2 R lg groups; 

R lg and R 2g are indepedently a member selected from the group of: 

H; halo; -C,^-alkyl, a carbocyclic aryl group ; a saturated, partially unsaturated 
or aromatic heterocyclic group; -CN; -C(=0)-N(R 3g )R 4g ; -C(=0)-OR 3g ; -N0 2 ; 
-(CH 2 ) p -NR 3g R 4g ; -S0 2 NR 3g R 4g ; -S0 2 R 3g ; -CF 3 ; and -(CH 2 ) p OR 3g ; 

p is an integer of 0-2; 

R 3g and R 4g are each independently selected from the group consisting of: 
H; C,_4-alkyl and -C^-alkyl-carbocyclic aryl; 
25 

and all pharmaceutical^ acceptable isomers, salts, hydrates, solvates and 
prodrug derivatives thereof 



2. A compound of claim 1, wherein: 
30 A is selected from: 

(a) C r C 6 -alkyl; 



10 



15 



20 



(b) C 3 -C 8 -cycloalkyl; 



WO 01/19788 



PCT/US00/25196 



5 

and 
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(c) -N(R\R 2 ), N(R\R 2 )-C(=NR 3 )-, N(R , ,R 2 )-C(=NR 3 )-N(R 4 )-, R 1 - 
C(=NR 3 )-, R , -C(=NR 3 )-N(R 4 )-; 

(d) phenyl, which is independently substituted with 0-2 R substitutuents; 

(e) naphthyl, which is independently substituted with 0-2 R substitutuents; 



(f) monocyclic or fused bicyclic heterocyclic ring system having from 5 to 
10 10 ring atoms, wherein 1-4 ring atoms of the ring system are selected 

from N, O and S, and wherein the ring system may be substituted with 
0-2 R substitutuents; 



R is selected from: 

1 5 H, halo, -CN, -C0 2 R\ -C(<))-N(R\ R 2 ), -(CH 2 ) m -C0 2 R\ -(CH 2 ) m - 

C^CO-NCR 1 , R 2 ), -N0 2 , -S0 2 N(R\ R 2 ), -S0 2 R\ -(CH^NR^ 2 , -(CH 2 ) m - 
C(=NR 3 )-R J , -(CH 2 ) m -C(=NR 3 )-N(R 1 ,R 2 ), -(CH 2 ) m -N(R 4 )-C(=NR 3 )-N(R 1 ,R 2 ), - 
(CH 2 ) m NR 1 - group attached to a 3-6 membered heterocylic ring having from 1 
to 3 heteroatoms selected from the group consisting of N, O and S, -C^alkyl, 

20 -C 2 _ 6 alkenyl, -C 2 . 6 alkynyl, -C 3 . 8 cycloalkyl, -C 0 ^alkylC 3 . 8 cycloalkyl, -CF 3 , -OR 2 , 

and a 5-6 membered heterocyclic aromatic or partially saturated system, 
including imidazoline, containing from 1-4 heteroatoms selected from N, O 
and S, wherein from 1-4 hydrogen atoms on the heterocyclic system may be 
independently replaced with a member selected from the group consisting of 

25 halo, -methyl, -C 2 -C 4 -alkyl, -CN, -C 2 _ 6 alkenyl, -C 2 . 6 alkynyl, -C 3 . 8 cycloalkyl, 

-C 0 ^alkylC 3 . 8 cycloalkyl and -N0 2 ; 



m is an integer of 0-2; 



30 R 1 , R 2 , R 3 and R 4 are independently selected from the group consisting of: 

H, -OR 5 , -N(-R 5 , -R 6 ), -C^alkyl, -C 2 _ 6 alkenyl, -C 26 alkynyl, -C 3 . 8 cycloalkyl, 
-C 0 . 4 alkylC 3 . 8 cycloalkyl, -C 0 . 4 alkylphenyl and -C 0 ^alkylnaphthyl, wherein from 
1-4 hydrogen atoms on the ring atoms of the phenyl and naphthyl moieties 
may be independently replaced with a member selected from the group 
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consisting of halo, -C^alkyl, -C 2 . 6 alkenyl, -C 2 _ 6 alkynyl, -C 3 . 8 cycloalkyl, 
-C (M alkylC 3 _ 8 cycloaikyl, -CN, and -N0 2 ; or 



R 1 and R 2 , or R 2 and R 3 taken together can form a 3-8 membered cycloalkyl or 
5 a heterocyclic ring system, wherein the heterocyclic ring system may have 

from 3 to 10 ring atoms, with 1 to 2 rings being in the ring system and contain 
from 1-4 heteroatoms selected from N, O and S, wherein from 1-4 hydrogen 
atoms on the heterocyclic ring system may be independently replaced with a 
member selected from the group consisting of halo, C,-C 4 -alkyl, -CN -C,_ 
10 4 alkyl, -C 2 _ 6 alkenyl, -C 2 . 6 alkynyl, -C 3 . 8 cycloalkyl, -C (M alkylC 3 . 8 cycloalkyl and - 

N0 2 ; 



R 5 and R 6 are independently selected from the group consisting of: 

H, -C M alkyl, -C 2 . 6 alkenyl, -C 2 . 6 alkynyl, -C 3 . 8 cycloalkyl, -C^alkylC^ 
15 gcycloalkyl, -C 0 ^alkylphenyl and -C^alkylnaphthyl, wherein from 1-4 

hydrogen atoms on the ring atoms of the phenyl and naphthyl moieties may be 
independently replaced with a member selected from the group consisting of 
halo, -C^alkyl, -C 2 _ 6 alkenyl, -C 2 „ 6 alkynyl, -C 3 . 8 cycloalkyl, -C 0 ^alkylC 3 . 
8 cycloalkyl, -CN, and -N0 2 ; or 

20 

R 5 and R 6 taken together can form a 3-8 membered cycloalkyl or a 
heterocyclic ring system, wherein the heterocyclic ring system may have from 
3 to 10 ring atoms, with 1 to 2 rings being in the ring system and contain from 
1-4 heteroatoms selected from N, O and S, wherein from 1-4 hydrogen atoms 
25 on the heterocyclic ring system may be independently replaced with a member 

selected from the group consisting of halo, C,-C 4 -alkyl, -CN -C M alkyl, -C 2 _ 
6 alkenyl, -C 2 . 6 alkynyl, -C 3 . 8 cycloalkyl, -C 0 ^alkylC 3 . 8 cycloalkyl and -N0 2 ; 



Q is a member selected from the group consisting of: 
30 a direct link, -CH 2 -, -C(=0)-, -O-, -NH-, -NMe-, -NHCH 2 -, -NMeCH 2 -, - 

CH 2 NH-, -C(-NH)-, -C(=0)-NH- 5 -NH-C(=0)-, -CH 2 NMe-, -C(=NMe)-; 



35 



D is a direct link or is a member selected from the group consisting of: 

(a) phenyl, which is independently substituted with 0-2 R la substitutuents; 
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(b) naphthyl, which is independently substituted with 0-2 R la 
substitutuents; and 

a monocyclic or fused bicyclic heterocyclic ring system having from 5 
to 10 ring atoms, wherein 1-4 ring atoms of the ring system are 
5 selected from N, O and S, and wherein the ring system may be 

subsituted from 0-2 R la substitutuents; 

R la is selected from: 

halo, -C^alkyl, -C 2 . 6 alkenyl, -C 2 . 6 alkynyl, -C 3 _ 8 cycloalkyl, -Q^alkylQ. 

10 8 cycloalkyl, -CN, -N0 2 , -(CH 2 ) n NR 2a R 3a , -(CH 2 ) n C0 2 R 2a , -(CH 2 ) n CONR 2a R 3a , 

-S0 2 NR 2a R 3a , -S0 2 R 2a , -CF 3 , -OR 2a , and a 5-6 membered aromatic heterocyclic 
system containing from 1-4 heteroatoms selected from N, O and S, wherein 
from 1-4 hydrogen atoms on the aromatic heterocyclic system may be 
independently replaced with a member selected from the group consisting of 

15 halo, -C^alkyl, -C 2 . 6 alkenyl, -C 2 . 6 alkynyl, -C 3 _ 8 cycloalkyl, -C (M alkylC 3 . 

8 cycloalkyl, -CN and -N0 2 . 



R 2a and R 3a are independently selected from the group consisting of: 

H, -C^alkyl, -C^alkenyl, -C 2 „ 6 alkynyl, -C 3 _ 8 cycloalkyl, -Co_4alkylC 3 _ 
20 8 cycloalkyl, -C 0 ^alkylphenyl and -C^alkylnaphthyl, wherein from 1-4 

hydrogen atoms on the ring atoms of the phenyl and naphthyl moieties may be 
independently replaced with a member selected from the group consisting of 
halo, -C^alkyl, -C 2 . 6 alkenyl, -C 2 _ 6 alkynyl, -C 3 _ 8 cycloalkyl, -C^alkylQ. 
8 cycloalkyl, -CN and -N0 2 ; 

25 

n is an integer of 0-2; # 



E is a member selected from the group consisting of: 

a direct link, -O-, -NH-, -CH 2 NH-, -NHCH 2 -, -NMe-, -NH-C(=0)-NH-, - 
30 C(=0)-NH-, -NH-C(=0)-; 



G is a member selected from the group consisting of: 

(a) a C 2 -alkenyl group or a C 3 . 8 -cycloalkenyl group, wherein the alkenyl 

group and cycloalkenyl group attachment points are the alkenyl carbon 
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atoms and wherein the C 2 -alkenyl group or C 3 „ 8 -cycloalkenyl group is 
substituted with 0-4 R ld groups; 

(b) a phenylene group wherein the ring carbon atoms of the phenylene 
5 group are substituted with 0-4 R Id groups; 

(c) a 3-8 membered a saturated, partially unsaturated or aromatic 
monocyclic- heterocyclic ring system containing 1-4 heteroatoms 
selected from N, O and S, wherein 0-4 ring atoms of the heterocyclic 

10 ring may be substituted with 0-4 R ld groups; and, 

(d) an 8-10 membered fused heterocyclic bicyclic ring system, containing 
1-4 heteroatoms selected from N, O and S, wherein 0-4 ring atoms of 
the fused bicyclic ring system may be substituted with 0-4 R ld groups; 

15 

R ld is a member selected from the group consisting of: 

H, halo; C^-alkyl, carbocylic aryl, -CN; -N0 2 ; -(CH 2 )^-NR 2d R 3d ; 
-S0 2 NR 2d R 3d ; -S0 2 R 2d ; -CF 3 ; -(CH 2 )o_ 6 -OR 2d ; -0-(CH 2 )^OR 2d ; -O-CCH^. 
6 -C(=0)-0-R 2d ; 
20 -O-CCH^-C^O^ 

-NCR^-CCH^j^-NCR 241 ^); -C(=0)-N(R 2d ,R 3d ); 

-N(R 5a )-(CH 2 )^ -NCR^-CCH,),.,-©^; 
-N(R 5a )-C(=0)-R 2d ; -N(R 5a )-S0 2 -R 2d ; -(CH 2 ) 0 . 6 -C(=O)-O-R 2d ; -(CH 2 )o_ 
6 -C(=0)-N(R 2d ,R 3d ); -(CH 2 ) 0 . 6 -C(=NR 2d )-N(R 3d ,R 4d ); 

25 -(CH 2 ) 0 . 6 -N(R 5a )C(=NR 2d )-N(R 3d ,R 4d ); and a -(CH 2 ) 0 _ 6 -N(R 3d ) group wich is 

attached via the nitrogen atom to a carbon atom of a 5 to 6 membered 
saturated, partially unsaturated or aromatic heterocyclic ring containing 1-4 
heteroatoms selected from N, O and S, and a -(CH 2 ) 0 _ 6 - group attached to a 5-6 
membered saturated, partially unsaturated or aromatic heterocyclic ring 

30 containing 1-4 heteroatoms selected from N, O and S; 

R 5 \ R 2d , R 3d and R 44 are each independently a member selected from the group 
consisting of: 

H, C^-alkyl and C^-alkylaryl, -CN; -N0 2 ; carbocylic aryl, -CN; -NQ 2 ; or 
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R 2d and R 3d taken together with the N atoms ther are independently attached 
form a 5-7 membered saturated, partially unsaturated or aromatic heterocyclic 
ring; or 

5 R 3d and R 4 * 1 taken together with the N atom to which they are attached form a 

5- 8 membered saturated, partially unsaturated or aromatic heterocyclic ring 
containing 1-4 heteroatoms selected from N, O and S; 

J is a member selected from the group consisting of: 
10 a direct link, -O-, -NH-, -NMe-, -C(=0)-NH-, -NH-C(=0)-; 

X is a member selected from the group consisting of: 
(a) phenyl substituted with 0-3 R le groups; 

15 (b) naphthyl substituted with 0-3 R le groups and 

(c) a 6-membered aromatic heterocyclic ring system containing 1-3 N 

atoms and having 0-3 ring atoms substituted with 0-3 R lc groups; and 

20 (d) an 8-10 membered fused aromatic heterocyclic bicyclic ring system 

containing 1-4 heteroatoms selected from N, O and S and 0-3 ring 
atoms of the fused heterocyclic bicyclic ring system are substituted 
with 0-3 R le groups; 

25 R le is a member independently selected from the group consisting of: 

Halo; CF 3 ; -C^-alkyl; carbocyclic aryl; -C^-alkyl-CN; -0-R 2e ; -C 0 . 2 -alkyl- 
C(=0)-0-R 2e ; -C 0 _ 2 - alkyl-C(=0)-N(R 2e , R 3e ); -C 0 _ 2 -alkyl-NO 2 ; -C 0 . 2 -alkyl- 
N(R 2e , R 3c ); -C 0 . 2 -alkyl-SO 2 -N(R 2c , R 3c ); -C 0 _ 2 -alkyl-SO 2 -R 2e ; trihaloalkyl; 
-O-C 0 _ 2 -alkyl-O-R 2e ; -C 0 „ 2 -alkyl-O-R 2e ; -0-C^-alkyl-C(=0)-N(R 2c , R 3e ); -O-C,. 

30 4 -alkyl-C(=0)-0-R 2c ; -C 0 . 2 -alkyl-N(R 2e )-C(=O)-R 3e ; -Co_ 2 -alkyl- 

N(-R 2e )-S0 2 -R 3e ; -CH 2 -N(R 2e )-C(=0)-R 3e ;-CH 2 -N(R 2e )-S0 2 -R 3e ; -(CH 2 ) 0 . 

6 - NR 2e R 3e ; -C(=0)-N(R 2e ,R 3e ); -N(-(CH 2 ) N6 -OR 2e ) 2 ; -N(R ,0 )-(CH 2 ) 1 . 6 -OR 2e ; 
-N(R ,0 )-C(=O)-R 2e ; -N(R 10 )-SO 2 -R 2e ; -C(=N(R 10 ))-N(R 2e ,R 3e ); and a -(CH 2 ) 0 . 
6 -5-6 membered saturated, partially unsaturated or aromatic heterocyclic ring 

35 containing 1-4 heteroatoms selected from N, O and S; 
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R 10 , R 2e and R 3e are each independently a member selected from the group consisting 
of: 

H; -C^-alkyl; -C 0 _ 2 -alkyl-O-R lg ; -C 0 _ 2 -alkyl-N(-R lg , -R 28 );-^. 
5 4 -alkyl-carbocyclic aryl; -C^-alkyl-heterocyclic; and R 10 and R 2e , or R 2c and 

R 3e together with the N atom to which they are attached can form 5-8 
membered heterocyclic ring containing 1-4 heteroatoms selected from N, O 
and S which can be substituted with 0-2 R lg groups; 

10 R lg and R 2g are indepedently a member selected from the group of: 

H; halo; -C^-alkyl, a carbocyclic aryl group; a saturated, partially unsaturated 
or aromatic heterocyclic group; -CN; -C(=0)-N(R 3g ,R 4g ); -C(=0)-OR 3g ; -N0 2 ; 
-(CH 2 ) p -NR 3g R 4g ; -S0 2 NR 3g R 4g ; -S0 2 R 3g ; -CF 3 ; and -(CH 2 ) p OR 3g ; 

15 p is an integer of 0-2; 

R 3g and R 4g are each independently selected from the group consisting of: 
H; C,^-alkyl and -C^-alkyl-carbocyclic aryl; 



20 



and all pharmaceutical^ acceptable isomers, salts, hydrates, solvates and 
prodrug derivatives thereof. 
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3. A compound of claim 1, wherein: 
A is a member selected from the group consisting of: 

S0 2 NH 2 S0 2 NHMe SQ 2 Me CH2NH 2 CHjjNMej* CN CONH 2 



o o- o- o- o- d-d- 6- O- 

H 2 NOC MG2NH2C M^N H 2 N NH 2 CH2NH2 CN NMea CH^fV 

o- -t> ■£>- -d- o- o- •o-o-o- 

r O f'O HN HN S02 NH 2 sOjMe C ONH 2 

6- 6- 6- <£ c^d- d- d- o- 



NH 2 CH 2 NH 2 CH2NH 2 CN 



O- q- N ^>fv N ^ N ^v o- N *i- 

J"" H 2 NH 2 C^ N ^ N=N ^ WN ^ W W~ 
/ S °2 Me h 2 N M^N H 2 NH 2 C H 2 NOC NC 

d- d- d- d- d- d- r> p- 

^ -O >0>0 r> cv r> c >- 

QN f^N f^N H 2 NH 2 C NC H 2 NOC H 2 NH 2 C 

t>-o-.t>- d- d-*/~ 

Me^NH- CX Ok 0 s - 0^ H2N " HOHN^ Me0 NH- 

Me Et N N e Et H 

H 2 NNH^ MeHNNH"' MeHN^ — NMe 2 EIHN'' Et 2 N"' — NHBu* (^f O^O^ 

_ Me MeN ~~" 

rr r a ^ r B ^ r"^ ™^ »A? 

^- HN ^ O^™ d- o-""5- 

Q is a member selected from the group consisting of: 

a direct link, -C(=0)-, -NH-, -NMe-, -NHCH 2 -, -NMeCH 2 -, -C(=NH)-, - 
C(=NMe)-; 
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D is a direct link or is a member selected from the group consisting of: 




E is a member selected from the group consisting of: 

a direct link, -CH 2 NH-, -C(=0)-NH-, -NH-C(=0)-; 

5 

G is a member selected from the group consisting of: 




G is substituted by 0-4 R ld groups and each R ld group is independently selected from 
10 the group consisting of: 

H, -CH 3 , -CF 3 , -CI, -F, -Br, -NH 2 , -NMe 2 , -OH, -OMe, -NHS0 2 Me, -N0 2 , 
-CN, -C(=0)-OMe, -C0 2 H, -CONH 2 , -S0 2 NH 2 , -S0 2 CH 3 , -NHC(=0)Me, 
-C(=0)N(-Me) 2 , -CH 2 NH 2 , -CH 2 N(-Me) 2 , -CH 2 OH, -OCH 2 C0 2 H, 
-OCH 2 C(=Q)-OMe, -OCH 2 C(=Q)-NH 2 and -OCH 2 C(=0)N(-Me) 2 



15 
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NH NH NH tr\ N"\ H . N"\ ff\ ^ *f\ 



MeN^N-CHjCHjO- O^N-CHfeCHjNH- OjS^N-C^C^NH- MeN^jN-CHjC^NH- 

O^N-C^CH^fMe)- M^QN-ch^ChtNIMe)- ^N^, -^n^ 

O o O O Q k^O k^NM, l^SQ, 

-^ N ^ -Jk^ 

^ O M ^ o ^ 



J is a member selected from the group consisting of: 

a direct link, -O-, -NH-, -C(=0)-NH- and -NH-C(-O)-; 



5 X is a member selected from the group consisting of: 
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and all pharmaceutically acceptable isomers, salts, hydrates, solvates and 
prodrug derivatives thereof. 

5 

4. A compound of claim 1, having the following structure: 



A-Q^^ H ^ 




HN^-R 16 
wherein: 

R la is a member selected from the group consisting of: 
10 H, -F, -CI and -Br; 

R le is a member selected from the group consisting of: 

H, -F, -CI, -Br, -OMe, -OH, -Me, -CF 3 and -CH 2 NH 2 ; and 
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A-Q is a member selected from the group consisting of: 



CX XX oc oc oc 

or or-or* oc°oc°cr 0 

NH NH CCNhfe CHzNht ChfeNM^ Nhfe OH 

o> o^ N " 6k ex cx & N 6k 



I ' * or^ng CCNHz n< -ts 



H 



and all pharmaceutically acceptable isomers, salts, hydrates, solvates and 
5 prodrug derivatives thereof 



5. A compound of claim 1 having the following structure: 




wherein: 

10 R la is a member selected from the group consisting of: 
H, -F, -CI and -Br; 
R le is a member selected from the group consisting of: 

H, -F, -CI, -Br, -OMe, -OH, -Me, -CF 3 and -CH 2 NH 2 ; and 
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A-Q is a member selected from the group consisting of: 




N 



and all pharmaceutical^ acceptable isomers, salts, hydrates, solvates and 
prodrug derivatives thereof. 

5 



wherein: 

10 R la is a member selected from the group consisting of: 
H, -F, -CI and -Br; 
R le is a member selected from the group consisting of: 

H, -F, -CI, -Br, -OMe, -OH, -Me, -CF 3 and -CH 2 NH 2 ; 



6. 



A compound of claim 1 having the following structure: 
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A-Q is a member selected from the group consisting of: 



NH NH NH NH NH NH NH NH NH 

M Jk CN A. a ^ n ^ r K ^ K 

V ^ O^J S ^ OS^J OzS^ HN^J 

NH NH NH 

|^N^ ^ N A. J{H jj" NH NH NH 

^ ,£_/» M62N BHN ^ *A BuH H N A. 

NH 

A. 



_ Me 
NH Me NH 

/^N-Jk X O ? NH NH NH NH 

<^ C02 H <^ M6 ^ «*A ^ HN A ^ H „A HN A 

^ OH OMe NH 2 NHMe 

and all pharmaceutical^ acceptable isomers, salts, hydrates, solvates and 
5 prodrug derivatives thereof. 

7. A compound of claim 1 having the following structure: 



10 



A-Q-D^hn-^O 

O o=U N=\ . 

wherein: 

R le is a member selected from the group consisting of: 

H, -F, -Cl, -Br, -OMe, -OH, -Me, -CF 3 and -CH 2 NH 2 ; 
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A-Q is a member selected from the group consisting of: 




D is a member selected from the group consisting of: 




F F F 




and all pharmaceutical^ acceptable isomers, salts, hydrates, solvates and 
prodrug derivatives thereof. 



10 8. A compound of claim 1 having the following structure: 



WO 01/19788 



PCT/US00/25196 




wherein: 

J is a member selected from the group consisting of: 
5 -NHC(=0)-, -C(=0)NHs 

X is a member selected from the group consisting of: 




10 and all pharmaceutically acceptable isomers, salts, hydrates, solvates and 

prodrug derivatives thereof. 

9. A compound of claim 1 having the following structure: 
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wherein: 

R is a member selected from the group of : 
-S0 2 -NH 2 and -S0 2 Me; 

R la is a member selected from the group of: 
H, -F, -CI and Br; 

E is a member selected from the group consisting of: 
-NHC(=0)- and -C(=0)NH-; 

R ldl , R ld2 , and R ld4 are independently a member selected from the group of: 

H, -F, -CI, ^Br, -Me, -N0 2 , -OH, -OMe, -NH 2 , -NHAc, -NHS0 2 Me, -CH 2 OH 
and -CH 2 NH 2; 

R ld3 is a member selected from the group of: 

H, -CH 3 , -CF 3 , -CI, -F, -Br, -NH 2 , -N(-Me) 2 , -OH, -OMe, -NHS0 2 Me, -N0 2 , 
-CN, -C(=0)-OMe, -C0 2 H, -C(=0)-NH 2 , -S0 2 NH 2 , -S0 2 CH 3 , -NHC(=0)-Me, 
-C(=0)-N(-Me) 2 , -CH 2 NH 2 , -CH 2 -N(-Me) 2 , -CH 2 OH, -OCH 2 C0 2 H, 
-OCH 2 C(=0)-OMe, -OCH 2 C(=0)-NH 2 , and -OCH 2 C(=0)-N(-Me) 2> 
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U H U* H NH N'X NT\ N"\ Ha ff^ 



MdsT^N-CHzCHjO- cT^N-CHfeCHjNH- O^^VcHjCHzNH. MeN^N-CHzOfeNH- 



O^N-CHaCHaNMe)- Mt N^V CH^NWe)- -A,^ 
o o o o Q ^o ^.ni* l^SQ, 

fO ^N-N ^N^ -^ N -N 

R le is a member selected from the group of : 
F, -CI, -Br, -OH, -Me and -Ome, 

and all pharmaceutical^ acceptable isomers, salts, hydrates, solvates and 
prodrug derivatives thereof 

5 
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10. A compound of claim 1 having the following structure: 




wherein: 

5 R is a member selected from the group consisting of: 
-S0 2 NH 2 , -S0 2 Me; 
R la is a member selected from the group consisting of: 

H, -F, -CI and Br; 
R lc is a member selected from the group consisting of: 
10 H, -F, -CI, -Br, -OMe, -OH, -Me, -CF 3 and -CH 2 NH 2 ; and 

G is a member selected from the group consisting of: 



-9 V" V -8 ^^r"X)X) 
X? X* X) -^^O .^r 




wherein each G group may be substituted by 0-4 R ld groups and each such R ld group 

is independently selected from the group consisting of: 
15 H, -CH 3 , -CF 3 , -CI, -F, -Br, -NH 2 , -N(-Me) 2 , -OH, -OMe, -NHS0 2 Me, -N0 2 , 

-CN, -C(=0)-OMe, -C0 2 H, -C(=0)-NH 2 , -S0 2 NH 2 , -S0 2 CH 3 , -NH-C(=0)-Me, 
-C(=0)-N(-Me) 2 , -CH 2 NH 2 , -CH 2 -N(-Me) 2 , -CH 2 OH, -OCH 2 C0 2 H, 
-OCH 2 C0 2 Me, -0CH 2 C(=0)-NH 2 , -OCH 2 C(=0)-N(-Me) 2 , 
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NH NH NH N"\ - N ^S N "\ H, N"\ 

^ 0 ^ ^ ^ ^ jirf 

°\ / N ~ MeN^N- QzS^N- O^VchfeCHzO- Oj^VcHzCHjO- 

MeN^VcHzCHjO- O^Vc^C^NH- OzS^VcHzC^NH- MeN^N-CHzCHzNH- 

O^Ty-CH^WW*)- MerQN-CH^N^e)- JE^ 

O O © q ^O k^NMB I^SO, 

Me' Me' Me' NMs Me'° 



5 



and all pharmaceutically acceptable isomers, salts, hydrates, solvates and 
prodrug derivatives thereof. 

11. A compound of claim 1 having the following structure: 



S0 2 NH 2 /=\ S0 2 NH 2 <\ 

° j-x J-x 




10 wherein: 
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J-X are collectively a member selected from the group consisting of: 




and all pharmaceutically acceptable isomers, salts, hydrates, solvates and 
5 prodrug derivatives thereof. 



12. A compound of claim 1 having the following structure: 




R la is a member selected from the group of: 
H, -F, -CI and Br; 

15 E is a member selected from the group consisting of: 
-NHC(=0)- and -C(=0)NH-; 

J is a member selected from the group consisting of: 



WO 01/19788 



PCT/US00/25196 



196 

-NHC(=0)- and -C(=0)NH-, O; 

R ldl , R ld2 , and R ld4 are independently a member selected from the group of: 

H, -F, -CI, -Br, -Me, -N0 2 , -OH, -OMe, -NH 2 , -NHAc, -NHS0 2 Me, -CH 2 OH, 
5 -CH 2 NH 2 . 

R ld3 is a member selected from the group of: 

H, -CH 3 , -CF 3 , -CI, -F, -Br, -NH 2 , -N(-Me) 2 , -OH, -OMe, -NHS0 2 Me, -N0 2 , 
-CN, -C0 2 Me, -C0 2 H, -C(=0)-NH 2 , -S0 2 NH 2 , -S0 2 CH 3 , -NHC(=0)-Me, 
1 0 -C(=0)-N(-Me) 2 , -CH 2 NH 2 , -CH 2 -N(-Me) 2 , -CH 2 OH, -OCH 2 C0 2 H, 

-OCH 2 C(=0)-OMe, -OCH 2 C(=0)-NH 2 , -OCH 2 C(=0)-N(-Me) 2 , 



T jT> jf> > jf> X> 5 X> 

/ \ / \ / — \ / — ^ , — . , — . 

° W N_ \_/ N_ l*N w N- Q^N- O^N-C^HzO- QzS^N-CHzChfcO- 



NH NH 



MeN^N-ChtChtO- C^N-CHzChtNH- OaSt^N-CHfeC^NH. MeN N-d-feG-fcNH- 



O^N-C^N^h MtTy-CHfiWWey -^ N ^ 

o o o ° ^ NM> k^sq, 

^N"^ -A.^ JL^ 

R ^ v° 9> £l £} -a 

R le is a member selected from the group of : 
F, -CI, -Br, -OH, -Me and -OMe; 
15 and all pharmaceutically acceptable isomers, salts, hydrates, solvates and 

prodrug derivatives thereof. 
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13. A compound of claim 1 selected from the group consisting of: 




10 



wherein: 

R is a member selected from the group of : 
-S0 2 -NH 2 , and -S0 2 Me; 

R la is a member selected from the group of: 
H, -F, -CI and Br; 

R ld is a member selected from the group consisting of: 

-H, -CH 3 , -CF 3 , -CN, -S0 2 NH 2 and -SQ 2 CH 3 ; and 



15 



R le is a member selected from the group of: 
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-CI and -Br; 

and all pharmaceutical ly acceptable isomers, salts, hydrates, solvates and 
prodrug derivatives thereof. 



5 14. A compound of claim 1 having the following structure: 




wherein: 

10 

A-Q taken together are a member selected from the group consisting of: 



NCH 2 - 
Me 



0-N-cH 2 - 

0 Me 



C C >-N-CH 2 - 
b Me 



Me-N^N-CH 2 - 

N"^N-CH 2 - 
Me Me 



CH 2 - 



Me 
NH 

HN^ N -CH 2 - 



O NCH 2 - 
Me 



and 



j_l Me 



^.^N-CH 2 - 



N 
Me 



H 2 N 



Me 



^S^NCH 2 - 
Me 

f>CH 2 - 



N N-CH 2 - 
H Me 



and all pharmaceutical^ acceptable isomers, salts, hydrates, solvates and 
15 prodrug derivatives thereof 



15. A compound of claim 1 selected from the group consisting of: 
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5 



10 



wherein: 

A-Q is a member selected from the group of : 



hfeN 



EtHI 



NH NH NH NH NH NH NH 

^ HOHN^ MeONrA* r^NNH^ MeHNNH^ MeHhA- Me^N^ 

NH NH X H JJH NH NH 

NH NH NH NH NH NH NH NH 

<*0 C N ^ C N ij J^J 

c h c y c ^ a a a 

Me Et N N e Et 

R la is a member selected from the group of: 
H, -F, -CI and Br; 

R ldl , R ld2 , and R 1<M are independently a member selected from the group of: 

H, -F, -CI, -Br, -Me, -N0 2 , -OH, -OMe, -NH 2 , -NHAc, -NHS0 2 Me, -CH 2 OH, 
-CH 2 NH 2 

15 R ld3 is a member selected from the group of: 

H, -CH 3 , -CF 3 , -CI, -F, -Br, -NH 2 , -N(-Me) 2 , -OH, -OMe, -NHS0 2 Me, -N0 2 , 
-CN, -C(=0)-OMe, -C0 2 H, -C(=0)-NH 2 , -S0 2 NH 2 , -S0 2 CH 3 , -NHC(=0)-Me, 
-C(=0)-N(Me) 2 , -CH 2 NH 2 , -CH 2 -N(-Me) 2 , -CH 2 OH, -OCH 2 C0 2 H, 
-OCH 2 C(=0)-OMe, -OCH 2 C(=0)-NH 2 , -OCH 2 C(=0)-N(-Me) 2 , 
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5 



NH 

.A 



NH NH N-A N-^ ^ IJf^ if} H 2 <f), 



MeN^N-C^ChbO- O^VchfeChfcNH- O^^N-C^Ch^NH- MeN^N-ChfcChfeNH- 



O ^ O Q k/0 k^NMi k^SQ, 

cQN-OtOtN^h _f N J -JUS J £ X H 

HN^ \-J p ^ 



R le is a member selected from the group of: 
F, -CI, -Br, -OH, -Me and -OMe; 

and all pharmaceutical^ acceptable isomers, salts, hydrates, solvates and 
prodrug derivatives thereof. 
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16. A compound of claim 1 selected from the group of consisting of: 




5 



and all pharmaceutical^ acceptable isomers, salts, hydrates, solvates and 
prodrug derivatives thereof. 
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17. A compound of claim 1 selected from the group consisting of: 




5 

and all pharmaceutical^ acceptable isomers, salts, hydrates, solvates and 
prodrug derivatives thereof. 



18. 



A compound of claim 1 selected from the group consisting of: 
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3-(2-(4-[(2-aminosulfonyl)phenyl]benzoylamino) phenoxy)benzamidine, 3-(4-fluoro- 
2-(4-[(2-aminosulfonyl)phenyl]phenylcarbonylamino)phenoxy) benzamidine, 3-(4- 
trifluoromethyl-2-(4-[(2-aminosulfonyl)phenyl]phenylcarbonylamino)phenoxy) 
5 benzamidine, 3-(4-methylsulfonyl-2-(4-[(2- 

aminosulfonyl)phenyl]phenylcarbonylamino)phenoxy) benzamidine, 3-(5-hydroxy-2- 
(4-[(2-aminosuIfonyl)phenyl]phenylcarbonylamino)phenoxy) benzamidine, 3-(4- 
methoxycarbonyl-2-(4-[(2-aminosulfonyl)phenyl]phenylcarbonylamino)phenoxy) 
benzamidine, 3 -(4-hydroxycarbony l-2-(4- [(2- 

10 aminosulfonyl)phenyl]phenylcarbonylamino)phenoxy) benzamidine, 3-(2-(4-[(2- 

aminosulfonyl)phenyl]phenylcarbonylamino)pheylamino) benzamidine, 7-(2-(4-[(2- 
aminosuIfonyl)phenyl]benzoylamino)phenoxy)- 1 -aminoisoquinoline, 7-(2-(4-[(2- 
aminosulfonyl)phenyl]benzoylamino)-4-fluorophenoxy) 1 -aminoisoquinoline, 7-(2-(4- 
[(2-aminosulfonyl)phenyl]benzoylamino)-4-trifluoromethylphenoxy) 1 - 

1 5 aminoisoquinoline, 7-(2-(4-[(2-aminosulfonyl)phenyl]benzoylamino)-4- 
methylsulfonylphenoxy) 1 -aminoisoquinoline, 3-(2-(4-[(2- 

aminosulfony l)pheny l]pheny laminocarbony 1-4-nitrophenoxy) benzamidine, 3 -(2-(4- 
[(2-aminosulfonyl)phenyl]phenylaminocarbonyl-4-aminophenoxy) benzamidine, 3- 
(2-(4-[(2-aminosulfonyl)phenyl]phenylaminocarbonyl-4-chlorophenoxy) 

20 benzamidine, 3-(2-(4-[(2-aminosulfonyl)phenyl]phenylaminocarbonyl-4- 
bromophenoxy) benzamidine, 2-bromo-6-(2-(4-[(2- 
aminosulfonyl)phenyl]phenylcarbonylamino)phenoxy naphthalene, 3- 
methoxycarbonyl-2-(4-[(2-aminosulfonyl)phenyl]phenylcarbonylamino)phenoxy 
naphthalene, 3-hydroxycarbonyl-2-(4-[(2- 

25 aminosulfonyl)phenyl]phenylcarbonylamino)phenoxy naphthalene, 3-aminocarbonyl- 
2-(4-[(2-aminosulfonyl)phenyl]phenylcarbonylamino)phenoxy naphthalene, 3- 
methoxycarbonyl-2-(4-[(2-aminosulfonyl)phenyl]phenylcarbonylamino)phenoxy-6- 
bromo naphthalene, 3-hydroxycarbonyl-2-(4-[(2- 

aminosulfonyl)phenyl]phenylcarbonylamino)phenoxy-6-bromo naphthalene, N-(5 - 
30 bromo-2-pyridinyl)-(2-4-[(2- 

aminosulfonyl)phenyl]phenylcarbonylamino)phenylcarboxamide, N-(5-chloro-2- 

pyridinyl)-(2-4-[(2-aminosulfonyl)phenyl]phenylcarbonylamino)phenylcarboxamide, 

N-(5-bromo-2-pyridinyl)-(2-(4-[(2- 

methylsulfonyl)phenyl]phenylcarbonyl)amino)phenylcarboxamide, 
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N-(5-chloro<2-pyridinyl)-(2-(4-[(2- 

methylsulfonyl)phenyl]phenylcarbonyl)amino)phenylcarboxamide, N-(4-bromo-2- 
methoxycarbonyphenyl)-(2-(4-[(2- 

methylsulfonyl)phenyl]phenylcarbonyl)amino)phenylcarboxamide, N-(4-chloro-2- 
5 methoxycarbonypheny l)-(2-(4- [(2- 

methylsulfonyl)phenyl]phenylcarbonyl)amino)phenylcarboxamide, N-(5-bromo-2- 

pyridinyl)-(2-4-[(2-aminosulfonyl)phenyl]phenylcarbonylamino)pyridinyl-3- 

carboxamide, 

N-(5-chloro-2-pyridinyl)-(2-4-[(2- 
1 0 aminosulfonyl)phenyl]phenylcarbonylamino)pyridinyl-3-carboxamide, N-(5-bromo- 
2-pyridinyl)-(3-4-[(2-aminosulfonyl)phenyl]phenylcarbonylamino)pyridinyl-2 
carboxamide, N-(5-chloro-2-pyridinyl)-(2-4-[(2- 

aminosulfonyl)phenyl]phenylcarbonylamino)pyridinyl-3-carboxaniide, N-(4-bromo- 
2-nitrophenyl)-(2-(4-[(2- 

1 5 methylsulfonyl)phenyl]phenylcarbonyl)amino)phenylcarboxamide, N-(4- 

bromophenyl)-N'-(4-[(2-aminosulfonyl)phenyl]phenyl)-maleamic amide, N 1 -(5- 
bromopyridin-2-yl)-N 4 -(4-[(2-aminosulfonyl)phenyl] phenyl)-2-methylmaleamic 
amide, N 1 -(5-bromopyridin-2-yl)-N 4 -(4-[(2-aminosulfonyl)phenyl]phenyl)-3- 
methylmaleamic amide, N-(5-bromo-2-pyridinyl)-(2-(4-[(2- 

20 aminosulfonyl)phenyl]phenylcarbonyl)amino)-4-nitrophenylcarboxamide, N-(5- 
bromo-2-pyridinyl)-(2-(4-[(2-aminosulfonyl)phenyl]phenylcarbonyl)amino)-4- 
aminophenylcarboxamide, N-(5-chloro-2-pyridinyl)-(2-(4-[(2- 
aminosulfonyl)phenyl]phenylcarbonyl)amino)-4-aminophenylcarboxamide, N-(5- 
bromo-2-pyridinyl)-(2-(4-[(2-aminosulfonyl)phenyl]phenylcarbonyl)amino)-4- 

25 methylsulfonylaminophenylcarboxamide, N-(5-chloro-2-pyridinyl)-(2~(4-[(2- 
aminosulfonyl)phenyl]phenylcarbonyl)amino)-4- 

methylsulfonylaminophenylcarboxamide, N-(5-bromo-2-pyridinyl)-(2-(4-[(2- 
aminosulfonyl)phenyl]phenylcarbonyl)amino)-5-aminophenylcarboxamide, N-(5- 
chloro-2-pyridinyl)-(2-(4-[(2-ami 

30 aminophenylcarboxamide, N-(5-bromo-2-pyridinyl)-(2-(4- 

amidinophenylcarbonyl)amino)-phenylcarboxamide, N-(5-bromo«2-p5oidinyl)-(2-(4- 
(2-imidazolinyl)phenylcarbonyl)amino)-phenylcarboxamide, N-(5-bromo-2- 
pyridinyl)-(2--(4-(5-tetrazolyl)phenylcarbonyl)amino)--phenylcarboxamide, N-(5- 
bromo-2-pyridinyl)-(2-(4[-[ 1 , 1 -doxo( 1 ,4-thi azaperhydroin-4- 

35 yl))iminimethy]phenylcarbonyl)amino)-phenylcarboxamide, N-(5-bromo-2- 
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pyridinyl)-(2-(4-[ 1 -oxo( 1 ,4-thiazaperhydroin-4- 

yl))iminimethy]phenylcarbonyl)amino)-phenylcarboxamide, N-(5-bromo-2- 
pyridinyl)-(2-4-[(2-aminosulfonyl)phenyl]phenylcarbonylamino)-4,5- 
di fluoropheny lcarboxamide, 3 -(2-(4- [(2-aminosulfony l)phenyl] -2- 
5 fluorophenylaminocarbonyl-4-aminophenoxy) benzamidine, 3-(2-(4-[(2- 

aminosulfonyl)phenyl]-2-fluorophenylaminocarbonyl-4-aminophenoxy) benzamidine, 
3-(2-(4~[(2-aminosulfonyl)phenyl]benzoylamino) phenoxy)benzylamine, 2-[4-(N- {2- 
[N-(5 -chloro-2-pyridy l)carbamoy ljpheny 1 } carbamoy l)phenyl] -benzenecarboxamidine , 
(4-{2-[(dimethylamino)iminomethyl]phenyl}phenyl)-N-{2-[N-(5-chloro(2- 

10 pyridyl))carbamoyl]phenyl} carboxamide, N-{2-[N-(5-chloro(2- 
pyridyl))carbamoyl]phenyl} {4-[2-((hydroxyamino)iminomethyl)- 
phenyljphenyl} carboxamide, 2-[4-(N- {2-[N-(5-chloro-2- 
pyridyl)carbamoyl]phenyl}carbamoyl)phenyl]benzamide, {4-[2- 
(aminomethyl)phenyl]phenyl} -N- {2-[N-(5-chloro(2-pyridyl))carbamoyl]- 

1 5 phenyl} carboxamide, [4-(aminomethyl)phenyl]-N- {2-[N-(5-chloro(2- 
pyridyl))carbamoyl]phenyl} carboxamide, N- {2-[N-(5-chloro(2- 
pyridyl))carbamoyl]phenyl} {4-[(2-imidazolin-2-ylamino)methyl]- 
phenyl} carboxamide, N- {2-[N-(5-chloro(2-pyridyl))carbamoyl]phenyl} (4- { [(1 - 
methyl(2-imidazolin-2-yl))amino]methyl}phenyl)carboxamide, N-{2-[N-(5-chloro(2- 

20 pyridyl))carbamoyl](3-thienyl)} [4~(1 -methyl(2-imidazolin-2-yl))phenyl]carboxamide, 
{4-[(dimethylamino)iminomethyl]phenyl} -N- {2-[N-(5-chloro(2- 
pyridyl))carbamoyl](3-thienyl)}carboxamide, 4-(N- {2-[N-(5-chloro-2- 
pyridyl)carbamoyl]-3-thienyl}carbamoyl)benzenecarboxamidine, N- {2-[N-(5- 
chloro(2-pyridyl))carbamoyl](3-thienyl)}[4-(iminopiperidylmethyl)- 

25 phenyl]carboxamide, N- {2-[N-(5-chloro(2-pyridyl))carbamoyl](3-thienyl)} [4- 
(iminopyrrolidinylmethyl)-phenyl]carboxamide, 

N-{2-[N-(5-chloro(2-pyridyl))carbamoyl](3-thienyl)}[4-(iminomorpholin-4- 
ylmethyl)phenyl] carboxamide, N-{2-[N-(5-chloro(2-pyridyl))carbamoyl](3- 
thienyl)} [4-(imino-l ,4~thiazaperhydroin-4-ylmethyl)phenyl] carboxamide, [4- 

30 (azaperhydroepinyliminomethyl)phenyl]-N-{2-[N-(5-chloro(2-pyridyl))carbamoyl](3- 
thienyl)} carboxamide, N- {2-[N-(5-chloro(2-pyridyl))carbamoyl](3-thienyl)} {4- 
[imino(2-methylpyrrolidinyl)methyl]phenyl} carboxamide, N-{2-[N-(5-chloro(2- 
pyridyl))carbamoyl](3-thienyl)} {4-[imino(methylamino)methyl]- 
phenyl} carboxamide, N- {2-[N-(5-chloro(2-pyridyl))carbamoyl](3-thienyl)} [4-(3- 

35 methyl(3,4,5,6-tetrahydropyrimidin-2-yl))phenyl]carboxamide, N-{2-[N-(5-chloro(2- 
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pyridyl))carbamoyl](3-thienyl)}[4-((hydroxyamino)iminomethyl)- 
phenyl]carboxamide, l-{[4-(N-{2-[N-(5-chloro(2-pyridyl))carbamoyl](3- 
thienyl)}carbamoyI)phenyl]-iminomethyl}p>rrolidine-2-carboxylic acid, N- {2-[N-(5- 
bromo(2-pyridy l))carbamoy 1] (3 -thieny 1) } [4-( 1 -methy l(2-imidazolin-2 - 
5 yl))phenyl]carboxamide, 4-(N- {2-[N-(5-bromo-2-pyridyl)carbamoyl]-3- 
thienyl}carbamoyl)benzenecarboxamidine, N- {2-[N-(5-bromo(2- 
pyridyl))carbamoyl](3-thienyl)}[4-(iminopyrrolidinylmethyl)ph^ N- 
{2-|>I-(5-bromo(2-pyridyl))carbamoyl](3-thienyl)}[4- 
(iminopiperidylmethyl)phenyl]carboxamide, N- {2-[N-(5-bromo(2- 

1 0 pyridyl))carbamoyl](3-thienyl)} [4-(iminomorpholin-4-ylmethyl)phenyl]carboxamide, 
N- {2-[N-(5-bromo(2-pyridyl))carbamoyl](3-thienyl)} [4-(imino- 1 ,4-thiazaperhydroin- 
4-ylmethyl)phenyl]carboxamide, N-{3-[N-(5-chloro(2-pyridyl))carbamoyl](2- 
thienyl)} [4-(iminopyrrolidinylmethyl)phenyl]carboxamide, N- {3-[N-(5-chloro(2- 
pyridyl))carbamoyl](2-thienyl)}[4-(l-meta^ 

1 5 3-[(3- {[4-(2-sulfamoylphenyl)phenyl]carbonylamino}-2- 

thienyl)carbonylamino]benzenecarboxamidine, N- {2-[N-(5-chloro(2- 
pyridyl))carbamoyl](3-thienyl)} [4-(2-sulfamoylphenyl)phenyl]carboxamide, N- {2- 
[N-(5-bromo(2-pyridyl))carbamoyl](3-thienyl)}[4-(2- 
sulfamoylphenyl)phenyl]carboxamide, N-(5-bromo-2-pyridinyl)-(2-4-[(2- 

20 aminosulfonyl)phenyl]phenylaminocarbonyl)5-methyl-pyrazolcarboxamide, N-(5- 
bromo-2-pyridinyl)-(2-4-[(2-aminosulfonyl)phenyl]phenylcarbonylamin^ 
fluorophenylcarboxamide, N-(5-bromo-2-pyridinyl)-(2-4-[(2- 

aminosulfonyl)phenyl]phenylaminocarbonylamino)-5-fluorophenylcarboxamide, N- 
(5-bromo-2-pyridinyl)-(2-(4-amidinophenylcarbonyl)amino)5- 

25 fluorophenylcarboxamide, N-(5-bromo-2-pyridinyl)-(2-(4-(l-methyl-2-imadazolin-2- 
yl)phenylcarbonyl)amino)5-fluorophenylcarboxamide, N-{2-[N*(5-bromo(2- 
pyridyl))carbamoyl]-4,5-dimethoxyphenyl}(4-cyanophenyl)carboxamide, (4,5- 
dimethoxy-2- { [4-( 1 -methy l(2-imidazolin-2-yl))phenyl] carbony lamino } phenyl)-N-(5 - 
bromo(2-pyridyl))carboxamide, 4-(N-{2-[N-(5-bromo(2-pyridyl))carbamoyl]-4,5- 

30 dimethoxyphenyl} carbamoyl)-benzenecarboxamidine, N-(5-chloro(2-pyridyl)) {2-[(4- 
cyanopheny l)carbony lamino] -5 -methoxyphenyl}-carboxamide, N-(5-chloro(2- 
pyridyl))(5-methoxy-2- {[4-(l -methyl(2-imidazolin-2-yl))phenyl]- 
carbonylamino}phenyl)carboxamide, 4-(N-{2-[N-(5-chloro(2-pyridyl))carbamoyl]-4- 
methoxyphenyl}carbamoyl)benzene-carboxamidine, N-(5-chloro(2-pyridyl))[2-({4- 

35 [imino(methylamino)methyl]phenyl}carbonylamino)-5-methoxyphenyl]carboxamide, 
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[2-( {4-[(dimethylamino)iminomethyl]phenyl}^ 
(5-chloro(2-pyridyl))carboxamide, N-(5-chloro(2-pyridyl))(2- {[4- 
(iminopyrrolidinylmethyl)phenyl]carbonylamino}-5-methoxyphenyl)carboxamide, N- 
(5-chloro(2-pyridyl))(2-{[4-(iminopiperidylmethyl)phenyl]carbonylamino}- 
5 methoxyphenyl)carboxamide, N-(5-chloro(2-pyridyl))(2- {[4-(iminomorpholin-4- 
ylmethyl)phenyl]carbonylamin}-5-methoxyphenyl)carboxamide, N-(5-chloro(2- 
pyridyl))(2- {[4-(imino- 1 ,4-thiazaperhydroin-4-ylmethyl)phenyl]carbonylamino} -5- 
methoxyphenyl)carboxamide, (2-{[4- 

(amino(hydroxyimino)methyl)phenyl]carbonylamino}-5-methoxyphenyl)-N-(5- 

1 0 chloro(2-pyridyl))carboxamide, N-(5-bromo(2-pyridyl)) {2-[(4- 

cyanophenyl)carbonylamino]-5-methoxyphenyl}carboxamide, N-(5-bromo(2- 
pyridyl))(5-methoxy-2-{[4-(l-methyl(2-imidazolin-2- 
yl))phenyl]carbonylamino}phenyl)carboxamide, 4-(N- {2-[N-(5-bromo(2- 
pyridyl))carbamoyl]-4-methoxyphenyl} carbamoyl)benzenecarboxamidine, N-(5- 

1 5 bromo(2-pyridyl))[2-( {4-[imino(methyiamino)methyl]phenyl} carbonylamino)-5- 
methoxyphenyl]carboxamide, [2-({4- 

[(dimethylamino)iminomethyl]phenyl}carbonylamino)-5-methoxyphenyl]«N-(5- 
bromo(2-pyridyl))carboxamide, N-(5-chloro(2-pyridyl))(2- {[4- 

(iminopyrrolidinylmethyl)phenyl]carbo N- 
20 ( N-(5-bromo(2-pyridyl))(2- {[4-(iminopiperidylmethyl)phenyl]carbonylamino} -5- 
methoxyphenyl)carboxamide, N-(5-bromo(2-pyridyl))(2-{[4-(iminomorpholin-4- 
ylmethyl)phenyl]carbonylamino}-5-methoxyphenyl)carboxamide, N-(5-bromo(2- 
pyridyl))(2-{[4-(imino-l,4-thiazaperhydroin-4-ylmethyl)phenyl]carbony^ 
methoxyphenyl)carboxamide, (2- {[4- 
25 (amino(hydroxyimino)methyl)phenyl]carbonylamino}-5-methoxypheny0 
bromo(2-pyridyl))carboxamide, N-(5-chloro(2-pyridyl)) {6-[(4- 
cyanophenyl)carbonylamino]-3-hydroxyphenyl}carboxamide, ethyl 2- {3-[N-(5- 
chloro(2-pyridyl))carbamoyl]-4-[(4-cyanophenyl)carbonylamino]-phenoxy} acetate, 
methyl 2-[4-({4-[(dimethylamino)iminomethyl]phenyl}carbonylamino)-3-[N-(5- 
30 chloro(2-pyridyl))carbamoyl]phenoxy]acetate, (6- {[4- 

(amino(hydroxyimino)methyl)phenyl]carbonylamino}-3-hydroxyphenyl)-N-(5- 
chloro(2-pyridyl))carboxamide, 4-(N-{2-[N-(5-chloro(2-pyridyl))carbamoyl]-4- 
hydroxyphenyl} carbamoyl)-benzenecarboxamidine, and 4-(N- {2-[N-(5-chloro(2- 
pyridyl))carbamoyl]-4-hydroxyphenyl}carbamoyl)-benzenecarboxamidine, 
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and all pharmaceutically acceptable isomers, salts, hydrates, solvates and prodrug 
derivatives thereof. 

19. The compound according to claim 1 selected from the group consisting of: 
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and all pharmaceutically acceptable isomers, salts, hydrates, solvates and prodrug 
derivatives thereof. 
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20. The compound according to claim 1 selected from the group consisting of: 



5 




10 

and all pharmaceutically acceptable isomers, salts, hydrates, solvates and prodrug 
derivatives thereof. 



15 
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21. The compound according to claim 1 selected from the group consisting of: 



5 




and all pharmaceutical^ acceptable isomers, salts, hydrates, solvates and prodrug 
derivatives thereof. 

22. The compound according to claim 1 selected from the group consisting of: 
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and all pharmaceutically acceptable isomers, salts, hydrates, solvates and prodrug 
derivatives thereof. 

23. The compound according to claim 1 selected from the group consisting of: 



5 





WO 01/19788 



PCT/US00/25196 



213 






5 and all pharmaceutically acceptable isomers, salts, hydrates, solvates and prodrug 
derivatives thereof. 



24. The compound according to claim 1 selected from the group consisting of: 
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and all pharmaceutically acceptable isomers, salts, hydrates, solvates and prodrug 
derivatives thereof. 

25. The compound according to claim 1 selected from the group consisting of: 




and all pharmaceutically acceptable isomers, salts, hydrates, solvates and prodrug 
derivatives thereof. 

10 

26. The compound according to claim 1, which is a member selected from the group 
consisting of: 



WO 01/19788 



215 



PCT/US00/25196 




WO 01/19788 



PCT/US00/25196 



216 





HN xX 





OA 



CXX 




CO 
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5 




and all pharmaceutically acceptable isomers, salts, hydrates, solvates and prodrug 
10 derivatives thereof. 



27. A pharmaceutical composition for preventing or treating a condition in a 
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28. A method for preventing or treating a condition in a mammal characterized by 
undesired thrombosis comprising administering to said mammal a therapeutically 
effective amount of a compound of claim 1. 

29. The method of claim 28, wherein the condition is selected from the group 
consisting of: 

acute coronary syndrome, myocardial infarction, unstable angina, refractory 
angina, occlusive coronary thrombus occurring post-thrombolytic therapy or 
post-coronary angioplasty, a thrombotically mediated cerebrovascular 
syndrome, embolic stroke, thrombotic stroke, transient ischemic attacks, 
venous thrombosis, deep venous thrombosis, pulmonary embolus, 
coagulopathy, disseminated intravascular coagulation, thrombotic 
thrombocytopenic purpura, thromboangiitis obliterans, thrombotic disease 
associated with heparin-induced thrombocytopenia, thrombotic complications 
associated with extracorporeal circulation, thrombotic complications 
associated with instrumentation, and thrombotic complications associated with 
the fitting of prosthetic devices. 



30. A method for inhibiting the coagulation of biological samples, comprising the 
step of administering a compound of claim 1. 



31. A pharmaceutical composition for preventing or treating a condition in a 
mammal characterized by undesired thrombosis comprising a pharmaceutically 
acceptable carrier and a pharmaceutically effective amount of a compound of claim 2. 



32. A method for preventing or treating a condition in a mammal characterized by 
undesired thrombosis comprising administering to said mammal a therapeutically 
effective amount of a compound of claim 2. 
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33. The method of claim 32, wherein the condition is selected from the group 
consisting of: 

acute coronary syndrome, myocardial infarction, unstable angina, refractory 
angina, occlusive coronary thrombus occurring post-thrombolytic therapy or 
post-coronary angioplasty, a thrombotically mediated cerebrovascular 
syndrome, embolic stroke, thrombotic stroke, transient ischemic attacks, 
venous thrombosis, deep venous thrombosis, pulmonary embolus, 
coagulopathy, disseminated intravascular coagulation, thrombotic 
thrombocytopenic purpura, thromboangiitis obliterans, thrombotic disease 
associated with heparin-induced thrombocytopenia, thrombotic complications 
associated with extracorporeal circulation, thrombotic complications 
associated with instrumentation, and thrombotic complications associated with 
the fitting of prosthetic devices. 



34. A method for inhibiting the coagulation of biological samples, comprising the 
step of administering a compound of claim 2. 

35. A pharmaceutical composition for preventing or treating a condition in a 
mammal characterized by undesired thrombosis comprising a pharmaceutically 
acceptable carrier and a pharmaceutically effective amount of a compound of claim 3. 



36. A method for preventing or treating a condition in a mammal characterized by 
undesired thrombosis comprising administering to said mammal a therapeutically 
effective amount of a compound of claim 3. 

37. The method of claim 36, wherein the condition is selected from the group 
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post-coronary angioplasty, a thrombotically mediated cerebrovascular 
syndrome, embolic stroke, thrombotic stroke, transient ischemic attacks, 
venous thrombosis, deep venous thrombosis, pulmonary embolus, 
coagulopathy, disseminated intravascular coagulation, thrombotic 
thrombocytopenic purpura, thromboangiitis obliterans, thrombotic disease 
associated with heparin-induced thrombocytopenia, thrombotic complications 
associated with extracorporeal circulation, thrombotic complications 
associated with instrumentation, and thrombotic complications associated with 
the fitting of prosthetic devices. 



38. A method for inhibiting the coagulation of biological samples, comprising the 
step of administering a compound of claim 3. 



39. A pharmaceutical composition for preventing or treating a condition in a 
mammal characterized by undesired thrombosis comprising a pharmaceutically 
acceptable carrier and a pharmaceutically effective amount of a compound of claim 4. 



40. A method for preventing or treating a condition in a mammal characterized by 
undesired thrombosis comprising administering to said mammal a therapeutically 
effective amount of a compound of claim 4. 



41. The method of claim 40, wherein the condition is selected from the group 
consisting of: 

acute coronary syndrome, myocardial infarction, unstable angina, refractory 
angina, occlusive coronary thrombus occurring post-thrombolytic therapy or 
post-coronary angioplasty, a thrombotically mediated cerebrovascular 
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thrombocytopenic purpura, thromboangiitis obliterans, thrombotic disease 
associated with heparin-induced thrombocytopenia, thrombotic complications 
associated with extracorporeal circulation, thrombotic complications 
associated with instrumentation, and thrombotic complications associated with 
the fitting of prosthetic devices. 



42. A method for inhibiting the coagulation of biological samples, comprising the 
step of administering a compound of claim 4. 
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